Szegedi Orvostudományi Egyetem Gyógyszerészi Vegytani Intézet tudományos közleményei és előadásai 1985 by unknown
Á5.W 
SZEGEDI ORVOSTUDOMÁNYI EGYETEM 
GYÓGYSZERÉSZI VEGYTANI INTÉZET 
TüfíflMÁNYOS KÖZLEMÉNYEI ÉS ELŐADÁSAI, 1985 
ISSN 0230-2462 
INSTITUTE OF PHARMACEUTICAL CHEMISTRY 
UNIVERSITY MEDICAL SCHOOL SZEGED 
LIST OF PAPERS PUBLISHED DURING 1.985 
Szeged 
1986 





Szegedi Orvostudományi Egyetem 
Gyógyszerészi Vegytani Intézet 
6701 SZEGED, Eötvös u. 6. 
Pf. 121. 
Telefon: (06 62) 12-233 
Institute of Pharmaceutical Chemistry 
University Medical School Szeged 
H-6701 SZEGED, Eötvös u. 6. 
P.O. Box 121. 
Hungary 
Ícttf FevetemiKönyvtirI 
'Sve^iGyúitemény H E L Y B E N 
2 J O L V A S H A T Ó 
S Z T E Egyetemi Könyvtár 
J 0 0 0 6 6 9 2 2 0 
j & ^ o f 
INSTITUTE OF PHARMACEUTICAL CHEMISTRY 
UNIVERSITY MEDICAL SCHOOL 
SZEGED 




391. P. Sohár, ű. Lázár, G. Bernáth: 
Isolation and structure elucidation of the 
by-product formed in the aminomethylation 
of oc-methy lstyrene 
Chem. Ber. 118, 551-559 (1985) 
- 2 -
392. L. Simon, S. G. Talpas, F. Fülöp, 
G. Bernáth, P. Sohár: 
Stereochemical studies, 66. Saturated 
heterocycles, 51. Synthesis of stereoiso-
m e r s 1,3-thiazines with condensed skeleton 
Acta Chim. Hung. 1_18, 37-42 (1985) 
393. K. Vékey, 3. Tamás, F. Fülöp, G. Bernáth; 
Stereochemical studies, 67. Saturated 
heterocycles, 52. The mass spectra of some 
condensed skeleton-1,3-oxazin-4-one deri- . 
vatives 
J. Heterocyclic Chem. 22, 523-5.28 (1985) 
394. S. Stankovic, Á. Kapor, B. Ribár, A. Kálmán, 
.Gy. Arflay, Lj. Karanovic, G. Stájer, 
G. Bernáth: 
X-Ray study of the hetero ring flexibility 
. in cis-trimethylene-' and tetramethylene-
. 1,3-oxazin-2-ones and a cis-trimethylene-
1,3-oxazine-2-thione 
3. Mol. Struct. 131, 45-53 (1985) 
- 3 -
395. 3. Nagy, L. Decsi, L. Simon: 
Recrystallization from ether causes unusual 
changes in the convulsant activity of p e n t y l -
enetetrazol 
Acta Phys. Hung. 6J5, 95-99 (1985) 
396. Fülöp F., Bernáth G., Sohár P., Pelczer I.: 
A cisz-5,6-trimetilén-, a cisz- és transz-
5,6-tetra- és ventametilén-1,3-oxazin-4-on 
szintézise és spektroszkópiai vizsgálata 
Magy. Kém. Foly. 91, 35-41 (1985) 
397. Stájer G., Mód L., Szabó E. A., Fülöp F., 
Bernáth G. : 
Norbornénvázas 1,3-oxazin-4-onok szintézise 
és retrodién bomlásának kinetikai tanulmányo-
zása 
Magy. Kém. Foly. 91, 97-101 (1985) 
398. A. Kálmán, Gy. Argay, J. Lázár, T. Rudisch, 
G. Bernáth: 
Stereochemical studies, 71. X-Ray study of' 
the conformational disorder observed in 
monoclinic and triclinic polymorphs of 2-
phenyl-5,6-tetramethylenepyrimidin-4(3H)-
thiones 
Acta Chim. Hung. U 8 , 49-61 (1985) 
- 4 -
399. Á. Kapor, B. Ribár, Gy. Argay, A. Kálmán, 
F. Fülöp, G. Bernáth: 
Stereochemical studies, 72. Saturated hete-
rocycles, 59. The molecular structure of 2-
phenyl-trans-5,6-tetramethylene-2,3,5,6-tetra-
hydro-1,3-oxazin-4-one studied by X-ray 
diffraction and UV spectra 
Acta. Chim. Hung. L18, 103-110 (1985) 
400. 3. Pintye, F. Fülöp, G. Bernáth, P. Sohár: 
Stereochemical studies, 73. Saturated hete-
rocycles, 60. Synthesis and conformational 
studies of. cis and trans condensed-skeleton 
3-substituted-l, 3-oxazin-2,4-diones 
Monatsh. Chem. 116, 857-868 (1985) 
401. 3. Pintye, G. Bernáth, L. Mód, P.. Sohár: 
Stereochemical studies, 74. Saturated hete-
rocycles, 61. Synthesis and conformational 




Acta Chim. Hung. 11J3, 71-78 (1985) 
- 5 -
402. Fülöp F.: 
Potenciálisan gyógyhatású, kondenzáltvázas 
1,3-heterociklusok szintézise és sztereo-
kémiája 
Magy. Kém. Lapja 40, 226-230 (1985) 
403. Gy. Argay, A. Kálmán, Á. Kapor, G. Stájer, 
G. Bernáth: 
X-Ray study of the hetero ring flexibility in 
saturated and partially saturated 3,1-benz-
oxazin-2-ones and 3,l-benzoxazine-2-thiones 
J. Mol. Struct, 131., 3Í-43 (1985) 
404. A. Perjéssy, F. Fülöp, G. Bernáth: 
Saturated heterocycles, 70. Application of 
the Seth-Paul-Van Ouyse equation, 10. The C=0 
stretching frequencies and transmission of 
substituent effects in 5,6-polymethylene-
2,3,5,6-tetrahydro-l,3-oxazin-4-one derivatives 
3. Heterocyclic Chem. 2_2, 377-379 (1985) 
405. Sohár P., Simon L., Bernáth G.: 
Kondenzáltvázas cisz- és transz-l,3-tiazinok 
és l-tia-3-azaspiroalkének térszerkezete 
Magy. Kém. Foly. 91, 399-404 (1985) 
- 6 -
406. L. Simon, S. G. Talpas, F. Fülöp, G. Bernáth: 
Stereochemical studies, 80. Cyclic aminoal-
cohols and related compounds, 26. Prepara-
tion of cis-2-( alky laminomethyl)- and (aral-
kylaminomethyl )-l-cyclanols from olefins via 
the 5,6-dihydro-4H-l, 3-oxa.zine derivatives 
Acta Chim. Hung, 118, 139-145 (1985) 
407. Gy. Schneider, J. Wolfing, L. Hackler, 
E. Meskó, Gy.. Dombi: 
A convenient method for the preparation of 
16,16-bis(hydroxymethyl)-17-hydroxy-steroids 
and 16,16-bi s (hydroxymethy 1)-17-oxo-stero ids 
Synthesis 1985, 194-197 
408. G. Bernáth, G. Stájer, A. E. Szabó, 
F. Fülöp, P. Sohár: 
Stereochemical studies, 83. Saturated hetero-
cycl'es, 76. Preparation and conformational 
study of partially saturated 3,1-benzoxazines, 
3,l-benzoxazin-2-ones and 3,l-benzoxazine-2-
thiones 
Tetrahedron 41, 1353-1356 (1985) 
- 7 -
409. Gy. Schneider, E. Meskó, L. Hackler, Gy. Dombi": 
Steroids, Part 32. ^Configurational analysis 
of 16-methyltestosterone derivatives 
J. Chem. Soc. Perkin 1. 1985, 1597-1600 
410. Bernáth G., Stájer, G., Szabó E. A., 
Fülöp F., Sohár P.: 
Részlegesen telített 3,1-benzoxazinok, 3,1-
benzoxazin-2-onok és 3,l-benzoxazin-2-tionok 
előállítása és konformációjának tanulmányo-
zása 
Magy.-Kém. Foly. 91, 515-522 (1985) 





Magy. Kém. Foly. _91, 554-558 (-1985) 
412. P. Sohár, G. Stájer, I. Pelczer, A. E. Szabó, 
3. Szúnyog, G. Bernáth: 
Synthesis and NMR study of norbornane/nor-
bornene-fused tetracyclic azetidinones 
Tetrahedron 41̂ , 1721-1732 (1985) 
- 8 -
413. K. Pihla j a 3 . Mattinen, G. Bernáth, 
F .. Fülöp : 
Saturated heterocycles, 80. Conformational 
analysis, 26. Are the stereoisomeric 2-(£-
nitrophenyl)-4,5- and 5,6-tetramethylene-
tetrahydro-1, 3-oxazines conf orma.tionally 
homogeneous?. A 400 MHz "'"H NMR study 
Acta Chim. Hung. 118, 187-189 (1985) 
414.. G. Stájer, A. E. Szabó, 3. Pintye, 
G. Bernáth, P. Sohár: 
Stereochemical studies, Part 86. Saturated 
heterocycles,.Part 81. Preparation of new 
thiouracils via retrodiene decomposition 
of methylene-bridged quinazolone thiones 
J. .Chern. Soc. Perkin 1. 1985, 2483-2487 
415. F. Fülöp; G. Stájer, G. Bernáth, P; Sohár: 
Stereochemical studies, 87. Saturated 
heterocycles, 82. Synthesis and steric 
structure of stereoisomeric N-substituted 
tetrahydro-1,3-oxazines fused with nor-
bornane or norbornene 
Tetrahedron 41, 5159-5168 (1985) 
- 9 -
416. F. Gaizer, H. B. Silber, J. Lázár: 
Stability constants of zinc halide complexes 
in DMSO-water and ÖMF-water mixtures 
. Polyhedron 4, 1467-1470 (1985) 
417. F. Fülöp, G. Bernáth: 
A novel preparation of 5,6,7,8-tetrahydro-
quinazolin-4 (3JH)-ones 
Synthesis 1985, 1148-1149 
418. F. Fülöp, Gy. Csirinyi, G. Bernáth: 
An efficient method for the preparation of 
2-thioxotetrahydro-l,3-oxazines 
Synthesis 19.85, 1149-1151. 
419. Pintye J., Fülöp F., Bernáth G., Sohár P.: 
Kondenzáltvázas cisz- és transz-3-helyette-
sített-1,3-oxazin-2,4-dionok szintézise és 
konformációvizsgálata 
Magy. Kém. Foly. .91," 301-307 (1985) 
420. F. Fülöp, G. Bernáth: 
Saturated heterocycles, 93.. Facile dehydro-
genation and an unexpected catalytic hydro-
gen-transfer reaction of 1,2,5,6,7,8-hexahydro-
quinazolin-4(3JH)-ones 
Heterocycles 23, 3095-3097 (1985) 
- 10 -
ADDENDUM (1984) 
421. G. Dombi, P. Diehl: 
The r^ structures of propyne oriented in 
two different liquid crystals 
Org. Magn. Reson. 2_2, 187-189 (1985) 
422. Gy. Schneider, E. Meskó, L. Hackler, 
Gy. Dombi, D. Zeigan, G. Engelhardt: 
Configurational analysis of 16-methyl-
androstene-5 derivatives 
Tetrahedron 4JD., 1205-1211 (19R4) 
423. L. Fodor, J. Szabó, E. Szűcs, G. Bernáth, 
P. Sohár, 3. Tamás: 
Ring transformations of 1,3-benzothiazine 








424. Bernáth G., Kóbor 3., Fülöp F., Ezer E., 
Hajós Gy., Pálosi É., Dénes L. , Szporny L.: 
-Eljárás izokinolinszármazékok előállításá-
ra, I . 
3651/83. sz. magyar szabadalmi bejelentés. 
EP 143,333 sz. Európai szabadalom (C.A. 103, 
215202 /1985/) 
425. Bernáth G., Kóbor 3., Fülöp F., Motika G., 
Sohajda A., Ezer E., Hajós Gy., Pálosi É.. 
Dénes L., Szporny L.: 
Eljárás izokinolinszármazékok előállításá-
ra, III . 
3653/83. sz. magyar szabadalmi bejelentés. 
3apan Kokai 3P 60,109,567 sz. japán sza-
badalom (C.A. 1_03, 196018 /1985/') 
- 12 -
426. Bernáth G., Fülöp F., Kóbor J., Kálmán A., 
Sohár P., Ezer E., Hajós Gy., Dénes L., 
Szporny L., Pálosi É.: 
Eljárás azeto [2,l-a] izokinolinszármazékok 
előállítására 
186,810 sz. magyar szabadalom (Szabadalmi 
Közlöny 20, 1005 /1985/); DE 3,439,157 sz. 
NSZK szabadalom (C.A. 103, 160404 /1985/) 
427. Bernáth G., Kóbor J., Fülöp F., Sohár P., 
Perjési P., Ezer E., Hajós Gy.. Pálosi É., 
Dénes L., Szporny L.: 
Eljárás 1,3-oxazino [ 4 , 3-a^jizokinolin szár-
mazékok előállítására 
3654/83. sz. magyar szabadalmi bejelentés, 




Lectures held abEoad 
428. G. Bernáth, 3. Kóbor, F, Fülöp, P. Sohár, 
Gy. Hajós, L. Szporny: 
Synthesis of stereoisomeric isoquinoline-
condensed heterocycles as potential pharma-
cons 
Tenth International Congress of Heterocyclic 
Chemistry, Waterloo, Ontario, Canada, 11-16 
August, 1985. Proc. G3-22. 
429. G. Stájer, A. E. Szabó, G. Bernáth, 
P. Sohár: 
Cycloaddition reactions and retrodiene 
decomposition of norbornene-condensed 1,3-
oxaz ines 
Tenth International Congress of Heterocyclic 
Chemistry, Waterloo. Ontario; Canada. 11-lc 
August, 1985. Proc. G7-57. 
- 14 -
430. F. Fülöp., Gy. Csirinyi, G. Bernáth, 
P. Sohár: 
Synthesis of cis- and trans-trimethylene-
1,3-oxazine and thiazine derivatives 
Tenth International Congress of Heterocyclic 
Chemistry, Waterloo, Ontario, Canada, 11-16 
August, 1985. Proc. P3-51. 
431. L. Fodor, 3. Szabó, G. Bernáth, P. Sohár, 
0. Tamás: 




Tenth International Congress of Heterocyclic 
Chemistry, Waterloo, Ontario, Canada, 11-16 
August, 1985. Proc. P3-88. 
432. G. Bernáth, G. Stájer, A. E. Szabó, 
Gy. Argay, A. Kálmán: 
Synthesis and steric structure of partially 
saturated 3,l-benzoxazines and related com-
pounds 
Tenth International Congress of Heterocyclic 
Chemistry, Waterloo, Ontario, Canada, 11-16 
August, 1985. Proc. P4-99Í 
- 15 -
433. L. Simon, S. G. Talpas, G. Bernáth, 
P. Sohár: 
Preparation of spiro-oxazolines and con-
densed-skeleton oxadiazepines from cyclic 
olefins 
Tenth International Congress of Heterocyclic 
Chemistry, Waterloo, Ontario, Canada, 11-16 
August, 1985. Proc. P6-220. 
434. G. Bernáth, J. Kóbor, F. Fülöp: 
A simple efficient synthesis of a new, 
versatile isoquinoline 1,3-aminoalcohol 
synthon 
Tenth International Congress of Heterocyclic 
Chemistry, Waterloo, Ontario, Canada, 11-16 
August, 1985. Proc. P8-221. 
435. G. Oombi: 
NMR Studies on conformational analysis 
of heterocyclic compounds 
Scientific Meeting of the Oulu University, 
Oulu, Finland, 29 August, 1985. 
- 16 -
436. Á. Kapor., B. Ribár, F. Fülöp, G. Bernáth: 
The molecular structure of 2,2-spiro-cyclo 
penta-trans(I) and cis(II)-5,6-pentamethyf-
ene-.2,3,5,6-tetrahydro-l,3-oxazin-4-one 
Ninth European Crystallográphic Meeting,-
Torino, Italy, 2-6 September, 1985. Proc. 
Vol. 2, p. 425. 
437. K. Pihlaja, L. Vuorilehto, G. Bernáth, 
F. Fülöp: 
EI Induced fragmentation and the NH^ and 
is'obutane CI spectra of cis- and trans-2-
-£-Cl-phenyl-4,5- and 5,6-tetramethylene-
dihydro-1,3-oxazines 
10th International Mass Spectrometry Con-
ference, Swansea, United Kingdom, 9-13 Sep 
tember, 1985. Proc. 450. 
438. K. Pihlaja, P. Vainiotalo, G. Bernáth, 
Gv. Göndös, L. Gera: 
EI and NH^-Cl mass spectra of n-azabicyclo-
(m.2.0)alkan -(n+l)-ones (m = 3-6 and n = 6-9) 
10th International Mass Spectrometry Con-
ference, Swansea, United Kingdom, 9-13 Sep 
tember, 1985. Proc. 451. 
- 17 -
439. K. Pihlaja, S. Kankaanpáá, G. Bernáth, 
F. Fülöp: 
EI Induced fragmentation of some N-substitu-
ted 2-N-methylimino-cis- and -trans-4,5-tetra-
methylenetetrahydro-l ,3-oxazines 
10th International Mass Spectrometry Con-
ference, Swansea, United. Kingdom, 9-13 Sep-
tember, 1985. Proc. 458. 
440. G. Stájer, G. Bernáth, A. E'. Szabó, P. Sohár: 
Preparation of norbornane-fused 1,3-hetero-
cycles, tetracyclic azetidinones and 1,2,4-
triazoles 
Third International Conference on Chemistry 
and Biotechnology of Biologically Active 
Natural Products, Sofia, Bulgaria, 16-21 
September, 1985. Proc. 504. 
441. 3. Szabó, L. Fodor, G. Bernáth, P. Sohár.. 
Gy. Argay, A. Kálmán: 
Synthesis and conformational analysis of 
thia analogues of isoquinoline alkaloids 
Third International Conference on Chemistry 
and Biotechnology of Biologically Active 
Natural Products, Sofia, Bulgaria, 16-21 
September, 1985. 
- 18 -
442. G. Dombi: 
400 MHz NMR spectroscopic study of an 
interesting heterocyclic ring system 
Scientific Meeting of the Turku University, 
Turku, Finland, 15 October, 1985. 
44 3. G. Bernath: 
Synthesis and conformational analysis of 
condensed-skeleton saturated 1,3-hetero-
- cycles 
Scientific Meeting of the Laboratory for 
Organic Chemistry, University of Amsterdam, 
Amsterdam, The Netherlands, 9 October, 1985. 
444. G. Bernath: 
Synthesis and conformational analysis of 
condensed-skeleton saturated heterocycles, 
potential pharmacons 
Scientific Meeting of the Pharmaceutical 
Works Duphar, Wessp, The Netherlands, 
10 October, 1985. 
- 19 -
445. G. Bernäth: 
Synthesis and conformational analysis of 
condensed-skeleton saturated 1,3-hetero-
cycles, 1,3-oxazines, oxazinones and 
pyrimidinones 
Scientific Meeting of the Laboratory for 
Organic Chemistry, University for Agri-
cultural Sciences Wageningen, Wageningen, 
The Netherlands, 14 October, 1985. 
446. G. Bernäth: 
Synthesis and conformational analysis of 
condensed-skeleton saturated heterocycles, 
potential pharmacons 
Scientific Meeting of the Organon Inter-
national b.v. Pharmaceutical Works, Oss. 
The Netherlands, 15 October, 1985. 
447. G. Bernäth: 
Synthesis and conformational analysis of 
condensed-skeleton saturated 1,3-hetero-
cycles 
Scientific Meeting of the Department of 
Pharmacy, University of Groningen, Gronin-
gen, The Netherlands, 16 October, 1985. 
- 20 -
448. G. Bernath: 
Synthesis and conformational analysis of 
condensed-skeleton saturated heterocycles, 
potential pharmacohs 
Scientific Meeting of the Laboratory for Or-
ganic Chemistry, Faculty for Mathematical and 
Physical Sciences, Catholic University Nij-
megen, Nijmegen, The Netherlands, 17 October, 
1985-. 
449. G. Bernath: 
Synthesis and conformational analysis of 
condensed-skeleton saturated heterocycles, 
potential pharmacons 
Scientific Meeting of the Department Pharma-
cological Chemistry, Free University Amster-
dam, Amsterdam, The Netherlands, 18.October, 
1985. 
450. G. Bernath, F. Fiilop, • 3. Kdbor, P. Sohar, 
L. Szporny: 
Synthesis of tetrahydroisoquinoline-condensed 
1, 3-heterocycles as potential pharmacons 
International Symposium on Organic Chemistry 
of Medicinal Natural Products, IUPAC, Shanghai, 
China, 10-14 November, 1985. Proc. C-49. 
- 21 -
45.1. J. Szabó, G. Bernáth, L. Fodor, P. Sohár, 
Gy. Argay, A. Kálmán: 
Synthesis and conformational analysis of 
thia analogues of isoquinoline alkaloids 
International Symposium on Organic Chemistry 
of Medicinal Natural Products, IUPAC, Shanghai, 
China, 10-14 November, 1985. Proc. C-77. 
452. G. Bernáth, F. Fülöp, I. Hermecz, Z. Mészáros: 
Novel preparation of alkaloid-analogous 
tetrahydroquinazolin-4.(3H)-ones. An unexpec-
ted, facile hydrogen-transfer reaction 
International Symposium on Organic Chemistry 
of Medicinal Natural Products, IUPAC, Shanghai, 
China, 10-14 November, 1985. Proc. C-78. 
453. G. Bernáth, F. Fülöp, J. Kóbor, 3. Lázár, 
G. Motika, P. Sohár, Gy. Argay, A. Kálmán: 
Facile synthesis and use of trifunctional 
tetrahydroisoquinoline synthons 
The Third International Kyoto Conference on 
New Aspects of Organic Chemistry, Kyoto, 
Japan, 18-22 November, 1985. Proc. 208-209. 
- 22 -
454. G. Bernáth, F. Fülöp: 
Facile dehydrogenation and an unexpected 
catalytic hydrogen-transfer reaction of 
l,2,5,6,7,8-hexahydroquinazolin-4(3hp-ones 
The Third International Kyoto Conference on 
New Aspects of Organic Chemistry, Kyoto, 
Japan, 18-22 November, 1985. Proc. 210. 
455. F. Fülöp, Gy. Csirinyi, S. Szalma, G. Bernáth: 
A comparative study of a ring-opening reac-
tion of stereoisomeric 2-thioxo-1,3- and 
3,1-perhydrobenzoxazines 
The Third International Kyoto Conference on 
New Aspects of Organic Chemistry, Kyoto, 
Japan, 18-22 November, 1985. Proc. 211. 
456. G. Stájer, A. E. Szabó, G. Bernáth: 
Preparation of pyrimidinones and thiouracils 
in the retro Diels-Alder reaction of nor-
bornene-condensed 1,3-heterocycles 
The Third International Kyoto Conference on 
New Aspects of Organic Chemistry, Kyoto, 
Japan, 18-22 November, 1985. Proc. 212. 
- 23 -
457. G. Bernath: 
5ynthesis and conformational analysis of 
condensed-skeleton saturated heterocycles, 
potential pharmacons 
Scientific Meeting of the Meiji College of 
Pharmacy; Tokyo, Japan, 25 November, 1985. 
458. G. Bernath: 
Synthesis and conformational analysis of 
condensed-skeleton saturated heterocycles, 
potential pharmacons 
Scientific Meeting of the Faculty of Pharma-
ceutical Sciences, Science University of 
Tokyo, Tokyo, Japan, 26 November, 1985. 
- 24 -
Hazai kongresszusi és akadémiai 
munkabizottsági előadások 
Congress-lectures-in-Hungary 
459. Bernáth G., Fülöp F., Kóbor J., Lázár J., 
Motika G., El-Gharib M. S., Sohár P., 
K á l m á n A . : 
Izokinolinnal kondenzált telített heterocik-
lusos potenciális farmakonok szintézise 
MTA Alkaloidkémiai Munkabizottság ülése, 
.Balatonfüred, 1985. május 6-7. 
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